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AB A facile procedure was developed for the synthesis of 2-aryl/heteryl-4- {2H- 
l-benzopyran-2~on-8-yl ) -2 , 3-dihydro-l, 5-benzothiazepines I [R = H, Me; Rl 
= Ph, 4-MeOC6H4, 2-thienyl, 3-02NC6H4, 4-C1C6H4, 4-Me2NC6H4, 
4-HO-3-MeOC6H3, 3, 4- (MeO) 2C6H3, 3-pyridyl; R2 = H, Cl 5a-o] in 50-70% 
yields by the cyclocondensation reaction of 1- (2H-l-benzopyran-2-one-8-yl) - 
3-aryl/heteryl-2-propenones with 2-amino-5-R2-thiophenols (R2 = H 4a Cl 
4b) in toluene in the presence of trif luoroacetic acid. 

IT 79692-52-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and cyclocondensation reaction of, with aminothiophenols ) 

RN 79692-52-7 CAPLUS 

CN 2H-l-Benzopyran-2-one, 7-hydroxy-4-methyl-8- [l-oxo-3- {3-pyridinyl ) -2- 
propenyl]- (9CI) (CA INDEX NAME) 
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Preparation of 8- (arylpropenoyl) coumarins as 
antiproliferative agents 
Bombardelli, Ezio; Valenti, Piero 
Indena S.p.A., Italy 
PCT Int. Appl., 31 pp. 
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AB The title chalcone coumarins (I) [wherein Ar = (un) substituted 

(hetero) aryl; R = OH, ORIO, or OCORll; RIO = (un) substituted alkyl, 
alkenyl, or alkynyl; Rll = alkyl, alkenyl, alkynyl, or Ph; Rl = H or 
(un) substituted alkyl] were prepared as antiproliferative agents for the 
treatment or prevention of neoplasms, particularly those located in the 



uterus, ovary, or breast. For example, coupling pyridine-3-carboxaldehyde 
with 4-methyl-7- (3-methylbut-2-enyloxy) -8-acetylcoumarin in KOH and EtOH 
afforded 11^ which reduced the IC50 of paclitaxel from 426 nM to 86 nM 
against drug-resistant breast cancer cells in a cytotoxicity assay. I may 
also be useful for the treatment or prevention of menopausal disorders and 
osteoporosis (no data) . 
IT 329366-53-2?, 1- [4-Methyl-7- (prop-2-ynyloxy) coumarin-8-yl] -3- 
(pyridin-3-yl) propen-l-one 

RL: BAG (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses) 

(preparation of 8- (arylpropenoyl) coumarin antiproliferative agents by 
coupling 8-acetylcoumarins with arylaldehydes ) 
RN 329366-53-2 CAPLUS 

CN 2H-l-Benzopyran-2-one, 4-methyl-8- [ l-oxo-3- ( 3-pyridinyl ) propyl] -7- (2- 
propynyloxy) - (9CI) (CA INDEX NAME) 




Me 



IT 329366-37-2P, 1- [ 4-Methyl-7- ( 3-methylbut-2-enyloxy ) coumarin- 8-yl] - 
3- (pyridine-3-yl) propen-l-one 329366-41-8P, 1- [ 4-Methyl-7- ( 2- 
methylallyloxy) coumarin-8-yl] -3- (pyridine-3-yl) propen-l-one 
329366-47-4P, 1- [4-Methyl-7- (allyloxy) coumarin- 8-yl] -3- (pyridin-3- 
yl ) propen-l-one 

RL: BAG (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of 8- (arylpropenoyl ) coumarin antiproliferative agents by 
coupling 8-acetylcoumarins with arylaldehydes) 
RN 329366-37-2 CAPLUS 

GN 2H-l-Benzopyran-2-one, 4-methyl-7- [ ( 3-methyl-2-butenyl ) oxy] -8- [ l-oxo-3- ( 3- 
pyridinyl)-2-propenyl]- (9CI) (GA INDEX NAME) 
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RN 329366-41-8 CAPLUS 

CN 2H-l-Benzopyran-2-one, 4-methyl-7- [ (2-methyl-2-propenyl) oxy] -8- [l-oxo-3- (3- 
pyridinyl)-2-propenyl]- (9CI) (CA INDEX NAME) 




Me 



RN 329366-47-4 CAPLUS 

CN 2H-l-Benzopyran-2-one, 4-methyl-8- [ l-oxo-3- ( 3-pyridinyl) -2-propenyl] -7- (2- 
propenyloxy) - (9CI) (CA INDEX NAME) 
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Synthesis of 2 * - ( 3 * ' -pyridyl ) -y-pyranocoumarins 

and 3 • -hydroxy- 2 ' - ( 3 ' ' -pyridyl ) -y- 

pyranocoumarins 

Thakar, K. A.; Joshi, R. C. 

Dep. Chem. , Marathwada Univ., Aurangabad, 431 001, 
India 

Journal of the Indian Chemical Society (1981), 58(9), 
880-2 

CODEN: JICSAH; ISSN: 0019-4522 

Journal 

English 
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AB The title compds . I (R = H, OH; Rl = H, Et) , II (R = H, OH), and III (R = 
H, OH; R2 == H, Me) were prepared from the corresponding o-hydroxyacetyl 
coumarin. Thus, 7-hydroxy-8-acetyl-4-Me coumarin was condensed with 
3-pyridinecarboxaldehyde and the product cyclized by Se02 to give I (R = 
Rl = H) . 

IT 79692-52-7P 79692-53-8P 79692-62-9P 
79692-63-OP 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and cyclization of, pyranocoumarin derivative from) 
RN 79692-52-7 CAPLUS 

CN 2H-l-Benzopyran-2-one, 7~hydroxy-4-methyl-8- [ l-oxo-3- (3-pyridinyl) -2- 
propenyl]- (9CI) (CA INDEX NAME) 




RN 79692-53-8 CAPLUS 

CN 2H-l-Benzopyran-2-one, 6-ethyl-7-hydroxy74-inethyl-8- [l-oxo-3- ( 3-pyridinyl ) - 
2-propenyl]- (9CI) (CA INDEX NAME) 




Me 



RN 79692-62-9 CAPLUS 

CN 1, 3-Propanedione, 1- (7-hydroxy-4-methyl-2-oxo-2H-l-benzopyran-8-yl ) -3- (3- 
pyridinyl)- (9CI) (CA INDEX NAME) 
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AB Pyridines I (R = Rl = RRl = bond; R2 = substituted Ph, pyridyl, 

thienyl^ furyl, benzofuranyl, styryl, quinolinyl; X = CO, CHOH, CH2, 
C:NOH) were prepared; they were useful in the treatment of hypoxia, 
decreased resistance to blood circulation in capillary vessels, increased 
capillary vessel permeability, and were coronary vasodilators. 
4-Formylpyridine in 1% NaOH at room temperature was treated with 
2,3,4-(MeO)3C6H2COMe in EtOH to give I [RRl = bond, R2 = 2, 3, 4- (MeO) 3C6H2, 
X = CO] (II) . II at 30 mg/kg increased the survival rate of rats at 150 mm 
Hg 24%. 

IT 72512-20-OP 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation and treatment of anoxia by) 

RN 72512-20-0 CAPLUS 

CN 2H-l-Benzopyran-2-one, 7-hydroxy-4-methyl-8- [l-oxo-3- ( 4-pyridinyl ) -2- 
propenyl]- (9CI) (CA INDEX NAME) 
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2H-l-Benzopyran-2-one, 7-hydroxy-4-inethyl-8- [l-oxo-3- (4-pyridinyl) -2- 

propenyl]- (9CI) (CA INDEX NAME) 
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